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[0012] ^PJ^#6^^T/^/Wb^^M3g^5fe«> ££>^ _hfE?l^te, _b|E 

T^#y^siMS^;gE^iifBS^^ 
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[0018] ^W^^5^^rT/l^r/Wb^©$|la£^'*fett, ££>M, _L1E@*B&#:«: % 

^y-^-fk ^e^eyn^k ^W--fk ir^fk if^^f k *3<fc 

o 

[0019] Stfc, ^WmffiS^^rT/i^/Wb^oKat^ifett, £<b^> _b|E@+Bfe#:Sr 

[0020] sat, *»M^«s^r/^Wb^©Kat^«fett, ±mr^vm\: 
[0021] *»W{c«6^^T/i^^k^©«3t*«fett, ^tirr/WJtam 

[0022] ^M^S^T/l^/Wb^^SSiat^fett, ££>^ ±lBtt*Ikfflr? 

[0023] ^PJ^#^^^T/V=3r/Wb^#J©^3t^^{*, SfeK, AiUT/V^mM 

mtenmz, m^u^T^^mt^m(D7^mmx^M^^mm^<Dm^ 
h<Dx-foz>^h*mwLtvx\< ^„ 

[0024] **^^#*^T/1^F-/Wb^»0»3t^«fett, £<b^ ±|B7k®P^^ 

[0025] *fc, *»M»!i«*^r/i^/Wb^*©K3fe^ifeB:, ££>Ki, _bfE^Mj&te> 
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[0026] *mn\z.&tt&T/v*Mk&m<om&%m-x, £<b^ ±ib^^m^«, 
[0027] ^fc, ^pj^#s^^r/^/Wb^^M^fett> ££>^ ±m^mmn, 

[0028] *fc, immzwb^T>v*M^m<Dm;i&^mz, £<b^> ±iH^^MjiK«^ 

[0029] *fc, ^BJ^^S^F^T/Vdr/Wb^c^Mat^^. ££>^ ifE^Jv-W^ 
(R 1 ) C=N-CH -COO-R 2 - • • (6) 

2 2 

xmtsfriz>mm%^~tz>h(Dx&%z. k*mwLbL.x\ ^„ 
[0030] s-fc, ^mm^m^^T/^Mt^(Dm^m^ s^m, ±ia^(6) masv^ 

xR 2 x^£timmMi)\ fcmmu±x®mfrst?zb&wmkL.x\, ^ 0 

[0032] ^PJ(C#5^^T/V=3r/Hb^cDM5t^^, ±|HR 2 -C^$tL6 

[0033] imz^T/vicMk&wvmmjjmn, _his^y > 

[0034] ^BJ(^^)^^ : r/^Wb^^M3t^'fe«> £ib^, _L!E^c^V^T 

R-X- • • (7) 

^-r^h<Dxh^t^wwnt\^xy 

[0035] *fc, ^PJ^^^^^T^=3r/Wt:^Wi^5t^fe(i> £<b^> _LiE^n^V;3SJ| 
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m (Br) , -7ym (F) , a#m (I) % mm (CI) X*$>Z>^b*mWLhVX^Z> 0 

, [0036] ^M^S^ST/^Wb^^JttSft^ifeW:, Sfcfc, _h|BR 3 -^£;ft5 

[0037] *38^t!l«ST/^y«!f3iiia*Bfi^tt, ±&<Dtt7/\^M\&m<DW& 

[0038] ^mmzm&T/uxvmmmmnm^ ±&<Dtt7j\^Mt&m<ow& 

[0039] ^^^sT/^y^3®@tBS^«, ±m<D^T;u^Mt^-m<Dm^ 

[0040] sat, *»wtcffiST/v*y*D.a@ffi&fl:»±, stteu £m&j&im<Di&T&. & 

[0041] ^wm^sr/^y^asffifi^w:, sg>k^ ±mmfrmmmt)K ±iss 

[0042] W±<7)£5^ *«W©^iiFT/i^/Wb^*o»3t*jSfeW:, T^yMLfclffi 
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[0045] *mmz£z>, 7F&T^*Mk&%)(Dmmjjmte, ^y^w^x^f/K 

[0046] (I)T/Kfty4MIM3fi#: 

[0047] <i$.m-ztm?mmnfr> 

<DTj^VfrM.MX£Z>VkM&^x\,^tifc£\,\ :©lffififrtt»ft* 
[0048] @TO#0£m#lft&#Ji:L-ai, 77K^ M:^^ #;<f-y>\ jfrtf-y^K 

tbbWR7££friz>h<Dx*i-$ts:\s\ hh%^thbit&m^ffi.m^m&xm\<^xh&^ 
^2mm^±mm^^tcm^tvxm^x-hx^\ ^ mm-r^^r^ 

[0049] <m^is.i^<DT^])^m> 
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[0050] *fc, mm-r^r/^Mt^-m^ mr/v^mx-h^tmi-^^ \ mzj:^ 
<Dfc&m<Dm&mi7z>b, xmwwj*. xmk-rvvv^ fcmwvvj*, *m 

[0051] £fc, rOT/V-^y^aSr^ia-t-SftMffiifeB:, H*Ba^fcT^ySr3l§*«lJ!i!ft* 
[0052] ^4b\ @ffia^Sr^r/v*y©7K^lc^i-r^{z:<toTT/^y^aSr^5ri:dS 

K:+#ter/i<fry&«^5££#*Lv\, r©£5f--f *u£, T/v^y^sH^sm^ 

[0053] HtBafrfc^ti-sT/U'^yfttaw:, — mofrftb-r wmn oU±v\ @*i 
SfrSrT/^yTK^^^bTT/^y^ai-s^^f*, ^©lasMaasrifeb 

[0054] <^#^^*f^a> 

&2b\ JilSOJ:5(cT^y7K^^v^TT/^yMa^5H^a^^^fbT 
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[0055] <ftflWQ.3g> 

X%Z> 0 

[0056] f&mt, ^c^f-Sr^^b^syt^^+^aftwmsr, Tk^^A/fcr^y^a 
[oo57] ^(Dtpxhfr&^wi^ T/wvtBm&omft&fci^ ^^^mM-r^t 

K«J:oT|fc&£*Si&£\ 500W, 2. 45GHz©W*n&&15#flHI*i-*Lfr£, H§f£ 
[0059] <tKMPM^> 
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tcbTt)j;v\ ±iBr7Kmii^^jtf*> T^v^mmxT/^vmm^titcm^is. 

[0060] *fiffl«iafc*5v>Tra, Ts\s%vf&m£ftt£mfafefc<D7kft&o. i— som 
ft&5omm%%mttwmx7kft*®i£:i,tcm&. mmum^v-m^v, 

[oo6i] T^%v&m£titcmm^fo(D7kft^ w^-r^mm^mmi^cx. o. 
i-5omm%<D$&m\Hx\ m^m^-r^t^x^o m%.&. v/v^-yytxm* 
?>WL&mm(5:5)%m\<^cm&. r^vmrn^ntcmmtm^wo. 5-16 

[0062] T^y^s@tga^^/E^^T-e^e-r6B#ra«, Tkmp^^^n 

5^»***s»^, i5-2o^iig«jBEai«T-cafee-rtt«f, s^^^^ 
7K#&4- 14M% ^-rs-^^-c^So 
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[0064] <&.mm&> 

m^mvx&'mh^^n*mmvtm\zt$^ti^ m^momum. m^mvx^ 
T/^Mt^m^mx^ 0 

[0065] (II) BifoMWi 

/k ^xx^^mm. tebm^tib&i&m^xMm^%Rfcmm(Dmmxm^ 
[0066] < ^mmm^mmi-^m > 

M<Dh<Dxx^\ z.(D£?temmt\^x, M&tf* ^^woi— tvk *j^;v=.~ t 

/is^~-<r/W£Z?(D^—<rfrM ; M^>\ ^S/W, i/^n^^ 

(Dhmm^smxh^ 

[0067] ±|E^jKSr2iffi^_b^b^©Srfflv^^, »«U:UC, h^xy-^on^ 



WO 2005/040096 



12 



PCT/JP2004/007393 



[0068] ^fc, ±&mmbvx:te. mfcmzteiT^tu^ #m;e£tL3^-m&<, m 

[0069] <^«3K> 

[0070] _kfE^M£«, ^^^^^^^^fcfi-^^^^^^^-^feS^ 

[0071] r^fc©^ttj^i^fe*»©a3&Sr3fe^S*T«li:U, tillH!&t<l3!<aftH£2: 

OH, HCD-OH(^OH^§rTy/^^tt^bfcHCD-T!;/^, 3=fcf3, ^^Vi^C 

t&m&Zo fr*3, ^"CV^rHCDji:**, v'yan^y^lb^^^L, THCNJ 
v^^^^^fb^^Sr^^i-o _hgB©HCD-ANT\ HCD-OH, HCD-rU/V 

, xt* HCN-oH-^avetu ^ro«afi^:(i) , mm&te) , #3fiS:(3) > f#3£ 
S:(4) ^-To 
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[0072] Dffcl] 



[0073] 




*5V ^X^&J&Zfott&T;V*Mk&m(D, ( (R) (S) #0 
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tv-yn^y, HCN-OH, l£tctt, s,s-NASB&tefflLfc#^teW:(R)f*:£fc«5, H 
CD-ANT\ HCD-OH, HCD - 7!M'3H£R1 Lfc^^te (S) <££ft3 0 

[0074] 1 tti:i--5**T/V*7Wfr&*flS (s) #-cfc3#£\ «3*i-5lUfeW3^"t-«t5 

b-tZttTA«*A>4k&lh& (R) #-C*>54§^\ WiJ3S.TJ« 1 3 (c^^-J; 

^M^LT, HCN-OH, S,S-NASB^^5^t^U\ 
[0075] jfcus, ^BJ-e^ffli-S^^FMjSKfi, rfTJR.SiSrA^'f 3fott:4**n<z>4Mfe-C 

[0076] <^yvW5y^r;v> 

[0077] (R 1 ) C=N-CH -COO-R 2 - • • (6) 

2 2 

3&S0*U\, ^Jx-f^R'T'^^ttS^Sfi, 
[0078] 5fc(6) <K R 2 -C^$tL'5^'aS^, &m&tlttftT/U*Mk&V!f<D*/\'78 

mn, y^m, ^ntvus, ^o-^/ws, fcsv^^^M^s-efo^j;^ 

[0079] R z T^£*l,5«SS^ MU£©*-Cfe, ^**J8«3«±-Cfi0ilSr^tfi^ 
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[0080] /«c*5, 5£(6) f^oT^n^^W^^TvWi. ^TtCf^B^-r^Nn^V'fb 

[0081] *yt, *»K"TH£ffl-rs^yvw5>'^7 : ^w:, mn^^A^-rs^ s^tt^ 

[0082] < ao^ ^itT/^ )V > 
[0083] R-X- • • (7) 

istizmmmfe, m*-\-£^^m. ^^m. ywsvm, -f^/vm, r^m, ^ 
[oo84] ftavct>, R 3 -o^$*i5*r«igtt, %mmmmfr£ttT/v*ji>& c^^as, *r 

(CI) ^Bft$tLTV^^9^nn^<>'^Si:-r i 5C^-C#So 
[0085] Hit, ^ (7) x-^^StbSM^f-tt. ftlc^n^vjg^&tui £1 \, -f-ftib*, 

, XVTjkZfr&m+tti. (F) , (CI) , (Br) , HititB^m (I) <hir3r £ 
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[0086] &*3, j£ (7) m £oT*£n-5^n^VteT/V^W£, ±.i^(D^V^4V^^/U 
[0087] ^^BJfffiffltS/Mn^VftT^^tt, miSp'nSrA^TS^ ^fc«^ 

[0088] <Rfo&m<Dmm> 

[0089] *jK^J^M■t■5^^rttiS^*W:ft*•^J;v^^s, ft»«&£*o. OlM-O. 0 

h>k mmmmfco. 12M-0. 6M(Dmm^^^xo^-r^tm^u\ 

[0090] Z.<Dk%, mmi^M^^Viy^^^'r/^t^^ ls\\LT)V*)Vk<D)km^ 

m^-r^kKx^x, m#%mm^b&z^kt£<^#T;u*;ufc}fci l zm^ j tt2> 

ftte^vyisfcT^MZ.tfrt&ltmZs &M<D lmol%-20mol 
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[0091] t-t^ ^±ia5ictniLf«M«, MM\g.mz®im-t%zkt>m&^\ 
[0092] (in) r/v^y^siatsm^^^^i^^ 

T/ut^^>i[ir^^t(Dm<D^^T^/HtR}t^mio^ 0 ^z.xutx 

^(Dm^m\^^xm^Tjvm^mm^uw-m^^^mm<D, i^l 
\^m^^xmm-rz>o 

[0093] <T/^yMS[atim^^*5J:U ; *> 

[0094] ^ R!^mmtm^ir^r^vmmmm^(D^.mm^iiiMxh^x^ s 

[0095] <S^MOt> 

nmmx^TZ^z^bfrxzztcmtt^ \ 

[0096] ^*d\ ^X^T^T/^y^SiatgS^^S^^^^^bfc^, T 
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o 

[0097] <m&^m> 

v\ Mx-i*. ^L-x^m^L-tcT^v^mmnmm^ fcfommzmTvx, ^ 

mmm^mm^xmm^Mvxhx^o 

[0098] < : t(DH!e t <0^kW> 

m&mzte^X^&T/\s*Mkfcfc&$ZT~$-Z>lU-3:, muxnmm^m^tn~£ 
[0099] <W*n»J8&t*0ta> 
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mztetftt#T/U*MkfcJfc$:{8:iM&ltZ>Wi£-, 500W, 2. 45GHz©W^oS 
[0100] <ifflM> 

x%z>o 

[0101] fc*3, ^T/^WkSJ^{cfflv^c^^^»lll-^^v^ 

[0102] (IV) 
[0103] Dfb3] 

R 1 ft r 1 O 

)=N^A, o2 + R-X \=N.* X 

R < O-R 2 R < >^ O-R 2 

• • • (8) 

fcfcU 5£(8) R\ R\ $o£TfR 3 ^ _LfE<E>i£(6) $o£.Xf(7) id^i~R\ r\ *5<fc 
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[0104] r.©5£(8) X*^£ftZ^#T/U*MkRmfc£^X&!$&ZlZ^T/l'*Mk&m 

r^M^m^h^ @ m<D (s) w.&rzn (r) w-^^t^^^m^xmmt 

[0105] rcD^f^^ft5fci6^{±, mbtltt#Tfr*Mk&mzttVX^ <&%i(DftM 

m^m^mx^o (s)i^t{-R)^t^m^umx^^iv^t^mm 
tiz (s) fasten (r) ^co^^^^^^^^^-r^m^fflbT, @ ft-c&v > 

L,xfrt>. m^tn-iT^vx^m^x, ^m<D%^^w-^mnx^ a (s 
■bm.mx$z> 0 

[0106] <3te^'i4rs;y^(7)Si#> 

mx&f&u £hiz&mvxmnvtt : $T/i>>*cMk&mz, m^Mmm^m-r 

ztx\ &m<DT^;Wi\zM&x%Z> 0 io^P7K^^fflVN-5#fe«, file 

[0107] ^r, ^mMmj^^^mm^mmm^^^x^.'ommKm.m-r^K ^th^rn 
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^rnmrnxi^ T^)mmmmuw-tK^mmt^m%^x^^ 
u ^Mtifcn-2o°c<D0k4*Tx&mzi&m~fz>^t^£V)^ ^r^M^m^ 

[0108] ^-r % T/v^y^aiitBta^^^ ^b-cm^bfc 0 3 g cDia{£ (tvi^**\ ^ 
^<Dm&m>b7k*uj£mMTxmm%ft^ ^*ufc 0 ^vxmcm^nmm 

LT, 500W<Z)^j6ffl 11^1/ >^ (EM-LAI, £fflV^T2. 45GHz<D-v^ 

[0109] W£,SJS^mWTO£5^LTIML*: 0 

[0110] 2mKDv ? ^nP7 i ^^(C, ^^M^^O. 005mmoL i^v'W^^^TVl'SrO. 05 
mmoK ^LT^n^MbTA^/l^O. 063mmoL ^fl^flW-M^X . fcf&mWi& 

A^JEl^o ^Na^V^T/V^^fi, 2-(^n^e^v^)-?-^I^ 2-(^ 

[oin] ^5bT«ufcS^^^, _hisHms^T^y^a@tafe^v^^-im 
^^o. 5gMz.xffi#zm&i,tc 0 m,&mit.^ux6ofr^ ^^slt, 
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[0112] ^(Dip^UTttmbT^fibfcR^^^^ ClS^-M^lScm, lt:@19m 
m) ^mx.tzM&.W-^'^Y^y^— (HPLC, WatersttM) lUot, g lft<£> (S 

: 7K (v : v) Oifcs^ «3^#60 : 40^*$MH£l 00 : 0— £|£pglft ^^fb£-frT 

(DaicelChiralcelOD, ft$25cm, E^4. 6cm) ?T'(ix.fcHPLC(Waters^±M) ^ 

l^J-lmL^-M^ftLT, ^^A<D^^35°CO|^cD220nm(D^^^iJ 

& mmm yt^m'B^mMmm ( (r) ^tat (s) ) mm* (r) (s) 

[0113] ^^(7)^1 \Z^ 0 
[0114] [*1] 





RBr 




WTO (#) 


i&m (%) 


(%) 




1 


a 




6 0 


9 5 


7 9 


s 


2 


a 


Mont-K10 


6 0 


9 3 


7 5 


s 


3 


a 




6 0 


9 2 


7 5 


s 


4 


a 




3 0 0 


9 3 


8 3 


s 


5 


b 


#*-y > 


4 6 


9 2 


7 8 


s 


6 


c 




3 0 


9 1 


7 2 


s 



rrT\^ltp, TR-Brj fi^o^V^T/^V^^U Taj, l"bj „ *3 XXf^cj tXs ^ 
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, mfc]kteT/u%vmm(Dtt^b\.fcmffiUfo&MMis. rMont-Kiojti^^eyn 

[0115] Wb4] 




• • • (9) 



a b c 



fi^fi^m\^t^xi^itTjv^Mz.^fi^ r a j , rbj , ifcfcte r c j -e^^ttsflllfe 

[0116] **3 X *i^i-4» g <D0kWx*\^ m^&fttmtev. Rj&f&mtt*v^/Ko 
[oii7] aim^-tngr**^ ^^^*ns^(aBWj&)3te^*tt#:«:, aSi©i 

[0118] SJj:©^TM^^I1li, ffiT*«30- 60^"C*>t), -20 < Ct?fi300^ 

[0119] ^i^<Z)^^T/^/W^^I^Mat^}-J;oT, g 

(HifcM2) 
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[0120] D&2] 





R- B r 




mm mm 


(%) 


(%) 




1 


a 




7 


6 8 


3 4 


s 


2 


a 


Mont-K10 


8 


5 8 


3 2 


s 


3 


a 




5 


8 2 


4 4 


s 


4 


b 




4 


7 9 


3 4 


s 


5 


c 




4 


6 7 


5 8 


s 



[0121] *2^-t"«J;5^. *mfeM"ett^ 3£«3B©^5^W*T/i^WbRJS3: 
[0122] *2te**iH&*a»e>, ^fi^fc^^lxS^CiaJW^^attfrW:, it 

mm&) yt^m&m* (r) 

[0123] J£t±0>*S*fciU ^T/W*¥/WfcKJ£©S , t , fc, T/^UtoaiatB&fr^StLT-v 
^n&fiftff&gStfro-Ob, nbtiZZif&ytKDMm^ *>5V>t4^(ifl»*)3t^ 

[0124] — ^2^iN;5^> ^Sm;Ht:S£o^Tl:^g/^FIIi4-7^yj;!) 
, HM^!ll^lt^bT^)10^<Dlifi<^T?^b^i o ^OW|j:58-68 
%-X?fc«9,^^agpJ^fi32-58%T?fcofc 0 

[0125] u±<D^mi, T/u*v&mmft&mzRj&m&&m&isitit&, t&tfc&m&z 
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(H»J3) ■ . 

^MMMX*^ EH&mmtlsX, 0. 2m\<Di??uvi^^^ ^ftfegj^O. 005m 
moU yVZ/^Vs^XT/T'&O. OSmmoU ^LT^nyVlbT/l^/l^rO. 084mm 

HCD-TU/K *fef±, i/yn^y^j^tlfSHCN-OH 

[0126] T/^y^aH+HS^iLT^y^-^/KOHSrffiV^o l&BUffl&mtt*' 

U^/KOHSrO. 51gJP;tTP5#&m^L20W;&SL*t\ HlfeMlfclll^^UT, 

[0127] 



















(h) 


(%) 


(%) 




1 


HCD - OH 


6 . 5 


8 6 


8 4 


s 


2 


HCD - 


0. 5 


9 7 


8 2 


s 


3 


HCN - OH 


1 . 0 


9 7 


8 1 


R 



m3iz.7jk-rxoK. *mmmxn, ^.mm(Dm^^mmx^T/u^-/uitR 

[0128] Jfe*3 % ^3^-r<fc?i^ ^^ : ^i:b-Cv/^^^'fb'a-^)^ / p-r5HCN-OH^ 

/Co 

[0129] u±.(omm^ ttfimkLx, ^^^^i^m^m-r^Hcu-rv^m 
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(MMW4) 

^mmmxn. zntmrnk^x, o. 2mi(D^^pn^yt, ^mm&o. oosm 

mol, ^Uv-W^^^^/^O. 05mmoU ^LT^n^V^TA^l^O. 084mm 
[0130] £fc, T/V#y^S@*B*ifl^LT, ^t^/KOH, ^r^&yn 

[0131] DR4] 







(h) 


(%) 


(%) 




1 




0. 5 


9 7 


8 2 


S i 


2 




3. 5 


9 0 


8 4 


S | 


3 


Mont-KlO 


2 4 


9 0 


8 6 


s 


4 


±7^ N 


14 0 


5 0 


6 2 


s 



[0132] u±<D^n, mfttL-x^ ttys&m^ttm&s n mt-t^^r^Mt^- 
m^mmmx\ mum^mm.&wmmmxm^x%&^b*^x\ >s 0 

(MMM5) 

^MMMXte, RfommkL-X^ 0. 2ml(7)v J ^oa^^Vtc: > ^ffcW&O. 005m 
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mol, ^y^W^yx^r/VSrO. 05mmoU ^VX^n^itTjV^V^O. 084mm 

[0133] ^fc, r^y^siatB&ft^ovvra, sgc^m^c^^-y^)^, T;vw)i$mm 

%NaOH7M§^ 10%KOHtK^^, 15%KOHtK^> 20%KOHtK^^. 25 
%KOHtK^, 30%KOH7K^(DfpItL^^l^M V ^fc 0 
[0134] ±|5^^(-±IEAmS^T/^y^S[§+im#:^V^T^^lS^0. 51g 

[0135] [^5] 







(%) 


RffW (h) 


(%) 


(%) 




1 


N a OH 


2 5 


6. 5 


8 3 


8 0 


s 


2 


KOH 


1 0 


5. 0 


7 5 


8 5 


s 


3 


KOH 


1 5 


0. 7 5 


8 8 


8 8 


s 


4 


KOH 


2 0 


1. 5 


8 8 


9 0 


s 


5 


KOH 


2 5 


2. 5 


8 9 


9 1 


s 


6 


KOH 


3 0 


12. 0 


8 6 


8 4 


s 


7 


C s OH 


2 5 


1. 5 


8 0 


8 1 


s 
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[0136] U-kO^iZs T/WMWtbVXs 20%~25%cDKOH^^fflV>7>i§£\ g ift 

*mmmx\^ %afcmmtvx, mfem^mm^ ^nm&o. oosmmoi, ^y 

v'W^^TVl'&O. 05mmoU ^L-X^^itT^/U^O. C^mmol, ^tfh 

^^)-<^>^ffiv^fc 0 sat, ^ttift^tt, HCD-ry/^fflv>fc 0 ± 

|S0f^*O^^^«, 0. 2ml(D^nn^y(CH CI L 0. lml^M^XCPhC 

2 2 

H )-^DO^yI^l(3:7) N 0. lml<DM^>--v^np^^M"£i&$£(4: 

3 

6),0. lmKDh/V^^-hy^nn^>-^^^i^(5:5), 0. 15ml(DM^>--by^n 
n^^m-^^(6:4), 0. lml<DhAo^H>y^nn^^J|^^(6 :4) , 0. 15 
ml<^M^;/H-y^no^>11^^£(7:3h 0. lmlWM^^—xr^t^V'CC 
H CN)^|^I(7:3)^fc{j:0. lmlOh/^^-^T^b^^^^CS : 2) 

3 

[0137] *7t, Tswjfammmnfck^x, ^y^/KOH^i^ ±M^mw.\z.r 
jiszvmmmmmfozo. 5i s m^xm^m^x. mmmitmm^x, 

[0138] [*6] 
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mm 


* (ml) 


B#|HJ(h) 




(%) 


s 


1 


CH2CI2 


0.20 


0.5 


97 


84 


s 


2 


PhCH3-CH2Cl2(3:7) 


0.10 


0.5 


95 


80 


s 


3 


PhCH3"CH2Cl2(4:6) 


0.10 


3.0 


95 


80 


s 


4 


PhCH 3 -CHCl 3 (5:5) 


0.10 


2.0 


89 


91 


s 


5 


PhCH3-CHCl 3 (6:4) 


0.15 


4.0 


99 


92 


s 


6 


PhCH 3 -CHCl3(6:4) 


0.10 


3.0 


96 


90 


s 


7 


PhCH3-CHCl3<7:3) 


0.15 


23.0 


71 


93 


s 


8 


PhCH3"CH3CN(7:3) 


0.10 


0.67 


96 


72 


s 


9 


PhCH3-CH 3 CN(8:2) 


0.10 


0.83 


97 


72 


s 



[0139] &6iz.7jk-r&5K % *mnmx~i-z, m&itm. mm&zi*Mtia*&&tez>jLwm<o 

m t &mm&m^itm&. &&&&&&& &&-&b*3it e &b\zo. lmiofw^-h 
[0140] &,±<DU3kn. sjteur , h^>--hy^ncz^^^i^^ffi v ^*§^ N 

(HJ6M7) 

*HJ£^|-efi, M/£?g»LT, 0. 2ml©»jKfc, ^FttjK&O. OOSmmol, 
i/^yx^f;VS:0, 05mmoU j eLT^pyWbT/l^/V£rO. 084mmoU 
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2 2 

$£(5:5) ^fciih/Pxy-^TWb^^^il (8 : 2) ©9^f^^^lfll^ffi V 

o 

[0141] gfc, T/^y^S@t@a#:^UT, ^y^KOH&JSV vfc G ±|ESJ^^}-T 

/w#y#ijSM*i#<S:o. sigAp^-cw^m^L-c, n^i^in^^bT, ttr 

[0142] [^7] 







B*K(h) 




(%) 




1 


CH2CI2 


2.0 


97 


81 


R 


2 


PhCH3-CH 2 Cl 2 (3:7) 


0.75 


92 


79 


R 


3 


PhCH3-CHCl3(5:5) 


2.0 


82 


78 


R 


4 


PhCH3-CH3CN(8:2) 


0.33 


91 


57 


R 



ftmMm*57-79%xfo^fr 0 m^, h^^-^mu^^%^mm(3:7)^m 

[0143] wi^^fi, mmtvx, y>\s^-v?uu^i/m&mmz:7)&m^frm& 
. 3ftb^z(R)ifc<Dft¥m&fo<D^&T/^*Mk&M%mmmx\ -mum^m 
mi&fcmm^xmmx$z^b%^x\, ^ c 
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mmms) 

*MMMXfe, &mmWtb\^X, 0. 2ml<D&m^ ^mm&O. 005mmol, ?v 
v/y^^yx7T/V?:0. 05mmoU ^LT^n^MbTA-^/l^O. 084mmol, ^tt 

[0144] T^y^QfSHtBta^L^ ^y^/KOHSrfflV^Co _LfEKJ&^$0-T 

^y^SiatiS^O. 51g^P^TM^^^L-C, 20°C, 0°C, ^fcfi-30°CO 

[0145] [^8] 





?SJt CC) 


B*ra (h) 


nx* (%) 


m&fr&mm (%) 




1 


2 O 


2 


8 9 


9 1 


s ; 


2 


O 


2 4 


9 8 


9 2 


s 


3 


- 3 O 


13 0 


9 8 


9 6 


s 



-96%xfo^tc 0 wk. Rifcnm&ox;titciis:-3o o cx&z>M&, ^m^w 
[oi46] &,±<omm^ Rj&mm&ox;i£tci-$-3o°cxihz>m&. m^Rfcumfrsox; 
mmm9) 

*ItMT1t Rft^mt^X^ 0. 2ml(DM^:/-hy^np^>'^^(5:5) 
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ic, ^ftfej&SrO. 005mmol, ^v-W^^xA-SrO. 05mmoU ^LT^py^ 
084mmol, ^r^tl/^bfct><DSrMV^fc 0 ^©fc^ 

n^^bT^/W^te, 2-(:/u^-;*^vP)-?-:7*l/>\ 2-(7'n^^)/'?7^Dn 
[0147] 7/W*y«iIlffififti:Lt, #;*-yv/KOH«rfflvyfc 0 ±IBRiS»«tT 

/w*y«ia@*B&frSro. 5igjn^.TP5#Sra^UT, njfeMitm^^b-c, 

[0148] [^9] 





R-B r 


(h) 


urn (%) 


(%) 




1 


a 


7. 0 


8 0 


8 2 


s 


2 


b 


2. 5 


6 7 


8 1 


s 


3 


c 


2. 0 


8 9 


9 1 


s 



[0149] m9K^1-£?K, ®ffi0^2)/^^^V'^bT/^=¥/^%ffiV^T^^ : 

[0150] f-fc, Rj®©3n5T^K*I^Wtt2— TI^M-Cifeofeo £/£^<Z>lfc^J3:67 
— 89%"Cfc?), «0Mftfi3|SMStt81~ 91%T?fcofc 0 /M3^yft7/^i:L 

(HJSMlO) 

*Hlfe^J-ett> Sl^^^L-C, 0. 2ml0>*g#Sfc:. ^«8fcSrl0mol%, ^y ^ 
^^m^y^o. 05mmol. J tLX'^&l'fcTA>*Z-A'&0. 084mmol, ^tl^tl 
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[0151] *yt, T/wmmmn&ftkLx, *t!Jy/KOH^fflv^ 0 ^m^j 

25%KOH7K^4mH^P^fc 0 £©$»£>4feKUHWSE (42kHz) £4B#|ifl, fl&lt 
«£Elt»T-e, 95 < C-C2B#W7k#|&*£fTV\ l-Bfrfebfco ~<Z)£5 

T/^y^SHtita^^ft^TK^sij^fi, i2%-efoofc 0 $^>^, — ^-e_Lfs 

[0152] _h|BS^^(-^tbf J 2S^c7)T/V^y^! i ailtia#:SrO. 51g*Dx.TM#^l^ 
[0153] [^10] 







rc) 


B*I8J (h) 


(%) 


(%) 




1 




2 0 


2 


8 9 


9 1 


s 


2 


@fl (wet) 


2 0 


0.12 


9 0 


8 4 


s 


3 




2 0 


0. 7 5 


8 7 


8 5 


s 


4 




0 


2 4 


9 8 


9 2 


s 


5 


Eta (wet) 


0 


0. 5 


9 0 


9 0 


s 


6 




0 


2 3 


8 9 


8 9 


S 
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[0154] ^10^-Ti5i-v T^fcV— ^-^V>-CM£E^TT^^^^^|^5feL 
[0155] gfc, ^lO(c^i-J;5^> -blSTKSil^OT/^y^SIStgtH^fflV^c^, 

[0156] ^jfew-^x, s^M2or-c\ T/^y^taHffififlcsrffiv^-r, n 
(D^Ti^m^mtm^^x^ftK am, ^ttiStebTHCD-ry/usrja 

[0157] T/V*y*DfS@tBiflflcc57K5>SrSIJ^6<J^I^*i-5i:, ^FT/K* 

/HkS^OS^^^ % T/^yMa@ti^^7K^Sr^^l^*i-5#-^^it 

(^JSMll) 

-Y^^.XTVl'SrO. 05mmol, ^VX^n^itT/^JV^O. 084mmoU -Ztl^tl 

Ty/^^fflV^fc 0 b/^^-hy^nn^^l^M(5:5)*fcfih^ 
xy-^Pn^yj|« (3 : 7) £rffl V ^ 
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[0158] T/u%vmmmm§.i£tisX, ua-vis/KOH&m^ti 0 wrc, 

25%KOH7K^4ml(^Px.fc 0 rcD^^tO^^ (42kHz) Sr40#W. J&tJ 

[0159] ±|B^^fc^e>2«SSor/^y*0!3iI|l+BS#*0. 51g*P^TM#^^ 
-To 

[0160] 0£ll] 







B#M (h) 


urn (%) 


mm*mm (%) 




1 




2 


8 9 


9 1 


s 


2 


Sfi (wet) 


0. 12 


9 0 


8 4 


s 


3 




0. 5 


9 5 


8 0 


s 


4 


@tB (wet) 


0. 0 8 


9 8 


8 3 


s 



(5:5)£fflV\ Stll«t , <03#B;fttM#e , T?Hu h/W^^-^an^^V^^O 
:7)3r/BV^c 0 

[0161] ^ll^-r<t5^ ifBzKSffl^tfiOT/^y^aHffiafrSrfflv^^, ^ 

^mmnm^m^tcm^t^mvxm2o^(Di^<^xM^fco tit. mmt^ 
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#^-efeo-Cb s $L$Lm<D)&m-Z. 89-90%^fe«9 N «^igpJ^fi83-84%-C 

*mMMX»fe, fxfiZWti&tL-X^ m^mm^. ^ftijg££r2mol%(0. 001mm 
olK ^/c«10mol%(0. 005mmolh ^y^^x^^O. 05mmol % -tLT 
/n^V^T/I^I^O. 084mmoU Ztl^thlfeM Ubk^fflV^c, r<D^#, jT'y 

2 

CI h M^^(PhCH )-^nn^^jil^^(3:7) > M^^-^nn^^ 

2 3 

#^(5:5), ^fcteM^^-hy^nn^^CCHCl )m^m(5:5)(D^ib^tl 

3 

[0162] T/VW%mmmUVfbl,X, _LlEHifeMll£III 

7Kmp^(DT/v^y^aiatim#:^*5^57K^^fiJ^^so-i8%^^6J: 

^^v—^<^—^—Kx^mf±mmrx(D7i<^m^mm^m^n'&vtc 

o 

[0163] ±|5S/S^^±IBT^y^S@^ita^0. 51g^JP^Ti^#^^UT,^J£ 
[0164] [SU2] 
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tK#S(%) 


mm 


U#ffl(h) 






mmm 


1 


0 


CH2CI2 


0.5 


97 


82 


s 


2 


12 


CH2CI2 


0.5 


91 


86 


s 


3 


0 


PhCH3-CH 2 Cl 2 (3:7) 


0.5 


95 


80 


s 


4 


2.1 


PhCH 3 -CH 2 Cl 2 (5:5) 


0.5 


91 


86 


s 


5 


12 


PhCH3'CH 2 Cl 2 (3:7) 


0.08 


89 


83 


s 


6 


0 


PhCH 3 -CHCl 3 (5:5) 


2.0 


89 


91 


s 


7 


0.6 


PhCH 3 -CHCl 3 (5:5) 


0.5 


91 


84 


s 


8 


2.1 


PhCH 3 -CHCl 3 (5:5) 


0.33 


93 


89 


s 


9 


2.1 


PhCH 3 -CHCl 3 (5:5) 


0.5 


91 


89 


s 


10 


4.3 


PhCH 3 -CHCl 3 (5:5) 


0.25 


87 


89 


s 


11 


6.8 


PhCH 3 -CHCl 3 (5:5) 


0.033 


89 


88 


s 


12 


9.6 


PhCH 3 -CHCl 3 (5:5) 


0.033 


91 


80 


s 


13 


12 


PhCH 3 -CHCl 3 (5:5) 


0.12 


90 


84 


s 


14 


14 


PhCH 3 -CHCl 3 (5:5) 


0.17 


89 


87 


s 


15 


16 


PhCHrCHCl 3 (5:5) 


0.33 


87 


89 


s 


16 


18 


PhCH 3 -CHCl 3 (5:5) 


4.0 


85 


88 


s 



&iZ&UrZ>ffimX&Z> 0 ^fc, mi2*p(Dl— 3# @ , 5— 8# g , Jfctf, 10-16# g 

[0165] ^i2^«5^, a^jt**fctta*iSiw;sH3«*o»jK, 
v\ ^^^^#ufc 0 ^eo^m> s^^^r^^^ra^o. o 33 -4^rat?fe 
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fammm-zmnm-ehitco sat, mmtL-x, w^xphcu )-^pn^^y?i 

3 

^^(3:7), Sfctt, b;Vxy-v?^na^;?yi|^i (5 : 5) £JS V T/V 

[oi66] mmthx, h^=r.>-hv^^M^mm(5 5) sr/si^cm^ t>v*> 

^wr^m 033-0. 5^mtfj:v, m>mwmcDTM})mm®ffimi$zmi<^tc 
m^titmL-xmMKm^\,tc.mi2^6-i5^nmm)o mz. r^m^uw- 
<Dfcfr(Dm&i)H. 3— i4%xfrz>7kmmytMKm^x\^ R^(D^T\^m^m 
mno. 033-0. 2bmmtm^mkm(DT;v^)mmMmuw^m^^tz.m^t 
kmvx&bKmmzm<>vtcmi2*io-i4mB0M)o r^y@tafe 

[oi67] ^i2^<^4# g ^«9# s K^-r^oi^ ^mm2mo\%x^mm^ 

moi%x^mmm^mm^tcm^tm^mm(D^mmhtifc 0 
[0168] &±<Dffimfe. T;v%y$mmmuw-<D7kft*:, w-a^o. 6—iQ%Kt^xo\z. 

^^izm^-r^m^it^x, mm^m^i-^t^^x^o zbi^ r/v#y 
fammftt&ik<D7kfr%i®ftmm£:~fz>^tx\ ^mm^mzm^itx, ^ 
R^n^t^m^^t^vx^ >s 0 
(*»yi3> 

^mmmxi^ Rfommt^x, mmi^ ^M$£2r2moi%(o. ooimmoi), y 

UVW^inX^A'SrO. OSmmol, ^UT^n^fbTVl^/l'SrO. 084mmoU ^ 
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nd.mMia$, M^XPhCH )-^tm^^m^mm(7:3)^tcnh/^>-^ 

3 

^p^^MI (5 : 5) Srffl V ^c 0 

[0169] sfc, T/^y^a@+ati^LT, ^y^/KOH^wco ±mmmmiitm 

o 

[0170] ±|5^^^-hlHT/^y^Sia^S^0. 5i g ^p^-ci^#^^L-r x HJS 
[0171] [«13] 









e#r^(h) 


1R^(%) 






1 


0 


PhCH 3 -CH 2 Cl 2 (7:3) 


6.0 


91 


86 


R 


2 


2.1 


PhCH3-CH 2 Cl2(7:3) 


0.50 


90 


86 


R 


3 


12 


PhCH3-CH 2 Cl 2 (7:3) 


0.17 


90 


94 


R 


4 


18 


PhCH 3 -CHCl3(5:5) 


0.50 


91 


89 


R 



tcizo. i7mmxm. ^m^m(Dr^m^mmmm^m^^tz.m^t)AM\^xm 
[0172] *fc, mi3K^-tfam*b, £j&m^tift%i£f3:(mmt£)yt¥m®imz. mm 

M<Dmt£Z>0kW<D±X{Z$3\,^X. V^-f tlh (R) ftXh^tl 0 
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[0173] £A±.<Dffi$kl^ _L!BS,S-NASBf2, HCD-TV/l'kW\^<Dttffl&bLrX<Dm& 
[0174] ^BJ^^^fc:*^*^^^©^^V^T^L^*^W^mii^^ 

[0175] imm^^r;v^M^m<ow-^m^ ^r;v^M\^m^<Dumz.m 
ftt-rzzwvzzo wits*, mmmm, -k&mm. ^ximmmm 
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IMPISH 

[4] ±mT^v^mmnmm^^^^t^m^t^m^i-3(D^^-r 
[5] Jiis^©^, ±m^}t^mt±mr/^])^mmmmi^t(Dm^^m^ 

[7] JilEMm^b#ite&mi^#j:fc^ 

[8] _hiEistg*s£m> t/k-j% ^y^, ^y-^-fK ^^yp-^K ^h-^h 



WO 2005/040096 



42 



PCT/JP2004/007393 



o 

(R 1 ) C=N-CH -COO-R 2 - • • (6) 

2 2 
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£<b^, _hlE^:(6)^cl*5v^TR 2 -r:^$^^•as^, mmm&>±xmm&^ts 

R-X- • • (7) 

±M^^t^m (Br) % -7ym (F) „ B^fff (I) „ itfcl^ i&m (Cl) XfoZ^bZ 

±mi 3 x^n^mm^KT/u^mxh^t^wmtT^m^23^.tcn 



r 



WO 2005/040096 



44 



PCT/JP2004/007393 



INTERNATIONAL SEARCH REPORT 



International application No. 

PCT/JP2004/0.07393 



A CLASSIFICATION OF SUBJECT MATTER 

Int. CI 7 C07C249/02, 251/08, C07B53/00, 61/00, B01J31/02 



According to International Patent Classification (IPC) or to both national classification and IPC 



B. FIELDS SEARCHED 



Minimum documentation searched (classification system followed by classification symbols) 

Int. CI 7 C07C249/00, 251/00, C07B53/00, 61/00, B01J31/00 



Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched 



Electronic data base consulted during the international search (name of data base and, where practicable, search terms used) 
REGISTRY (STN) , CA(STN) 



C. DOCUMENTS CONSIDERED TO BE RELEVANT 



Category* 



Citation of document, with indication, where appropriate, of the relevant passages 



Relevant to claim No. 



JP 2001-48866 A (Nagase & Co., Ltd.), 
20 February, 2001 (20.02.01), 
Pages 13 to 16 

& EP 1277755 Al & US 2002/65414 Al 

& US 2002/103374 Al & WO 01/81349 Al 



1-30 



I I Further documents are listed in the continuation of Box C. 



I I See patent family annex. 



* Special categories of cited documents: "T" 
"A" document defining the general state of the art which is not considered 
to be of particular relevance 

"E tt earlier application or patent but published on or after the international "X" 
filing date 

"L" document which may throw doubts on priority claim(s) or which is 

cited to establish the publication date of another citation or other «y" 
special reason (as specified) 

"O" document referring to an oral disclosure, use, exhibition or other means 

"P" document published prior to the international filing date but later than 

the priority date claimed "&" 



later document published after the international filing date or priority 
date and not in conflict with the application but cited to understand 
the principle or theory underlying the invention 

document of particular relevance; the claimed invention cannot be 
considered novel or cannot be considered to involve an inventive 
step when the document is taken alone . 

document of particular relevance; the claimed invention cannot be 
considered to involve an inventive step when the document is 
combined with one or more other such documents, such combination 
being obvious to a person skilled in the art 

document member of the same patent family 



Date of the actual completion of the international search 
16 August, 2004 (16.08.04) 



Date of mailing of the international search report 
31 August, 2004 (31,08.04) 



Name and mailing address of the ISA/ 

. Japanese Patent Office 

Facsimile No. 



Authorized officer 



Telephone No. 



Form PCT/ISA/210 (second sheet) (January 2004) 



H^ttiH#-§- PCT/JP2004/00739 3 



a. ^©jg-t-s^i?©^ (m&mt&m upo ) 

Int. CI 7 C07C249/02, 251/08, C07B 53/00, 6 1/00, B01 J31/02 



»B3iSrffo*:*/hUam (HREttfflftHH (I PC) ) 

Int. CI 7 C07C249/00, 251/00, C07B53/00, 6 1/00, B01J31/00 



REGISTRY (STN) , CA (STN) 



C. 



§g-f5fcfgfo fetish 



^x^y — * 






A 


JP 2001-48866 A ( JHRglSSWsfc^tfc) 2001. 02. 20 ^13-16I€ 
& EP 1277755 Al & US 2002/65414 Al & US 2002/103374 Al 
& WO 01/81349 Al 


1-30 



TEj Hl^ffigSBBtfWttJM^^tt^fFT-fcS^. Hl^ttJffiB 
TLj ^It^SS^^Srliiei-SXgfcXfmoAmw^ 

rpj mmmmamx. ^^m<D^<ommt^?>mm 



r&j ^fyh77?y-itt 



16. 0 8. 2004 



iiss^o^siiiB 21 3 2004 



B*H1#ff^ (I SA/JP) 
m^r^r 100-8915 



4H 



8 3 18 



03-3581-1101 F«3i^ 3443 



«5£PCT/I SA/2 1 0 (Sg2^-^) (2004^1^) 



